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(57) Abstract 

A medicinal composition which comprises as the active ingredient a pyrrole derivative represented by general 
formula (1), a pharmaceutical^ acceptable salt thereof, or a solvate of either of the same, wherein R 1 represents 
hydrogen or alkoxycarbonylamino; R 2 represents alkyl, optionally substituted aryl, an optionally substituted aromatic 
heterocycle, unsubstituted amino, monoalkyl-substituted amino, dialkyl-substituted amino or optionally substituted 
cyclic amino; R 3 represents cyano or carbamoyl; R 4 represents hydrogen or alkyl; E represents alkylene; q is 0 or 1; 
and A represents methyl, optionally substituted aryl or an optionally substituted aromatic heterocycle. The medicinal 
composition is efficacious in treating frequent urination or urinary incontinence. 
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n^aa-e**, aTCffl*>ttj»iift*tt ci f] k#lt, a#* 

l-10f§^;Hr-C^* o 

iWMSl^^T^^AT^fli K (flS^tt C9a] (R fll ° = 
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H), H&m [9 b] (R 7l0 =H)) fc*/H^ax*^/u 

-CH 2 -) ? (l i] <DM?k) 

A-(E)q^N vNH CO-L 1 A^lqyLA 

)_( (CH 2 )v-L^ CIO) "Q^VJ^ 
R4 R 3 R* 1*3 

[10 

[5»> A, E, q, R», R\ RMiUIIBfcWi:. L J > L'ttR 

ft** Cl f] Mfc^fc [10] TOH^taHt^ 
Cl i] 

rFnKD77> (THF) , yxf;i/x-f;^ 

ft&tt, T^F-MJ ;K N,N-y>f;i/*;K7^ K (DMF) , 
'^fj^W^fyF (DMSO) ft X[*£ft£><7> 
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*A, J&®#V*A, jfcltH)^. fc?'Jv>V, 

biJxf-)V7 5>) ^)#^T, -78-100 r-Cfi 1 ^ i 

t*«-c*4 0 Rjsi^ntt, c i f 3 wik&vo uo] 

CIO] ©ttJHittft-Ml (If) KttLT, II, l-1.2-»* 

io flf^e^i-elbSo 

* V *Atert-7h*v h\ ± Y V * A * h*-> 
f^t Kn77> (THF) , yifii/i-f^^x-f^ 
h U ;K N,N-^p< ?-;V#;VA7 5 K (DMF) ^ y^f-^*^ 

*+vk (dmso) ^^m^ 3U4t*i&*>il#»tt) 
o~ioo lc-cfn RsSWWii. ft** Ci f ) aiMfc 

^ [10] OttS, RtSMK J: o T aft, 30#~~24B# 

& Ci] Kav*-CR»jfiMc*, R^MDr^*^ (2)« 
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H 



A-(E)q. 




-ffc-&* cu] ci2] tat** (^utf> * 

A-(E)q-C0 a HOM7lC%) ICRJfc $ * & £ K 

±tB<0»fc****tti: LTttfflU 0-160 S 

emu Rfiaa»cj:o-c*4:*^ a*. sfr^mMtf&M? 
20 ^;n-e$,So »jte*m©«ffl*ttfls^» en) a 

10-100 fif*;Hf*4o 
^$£1 (SCO K£v*-CR a #(l)7;i'*;K (2)S^$tiTv^-C 

^7;if*i^« Clk] 




WO 96/40634 



PCT/JP96/01526 



29 

A, E, q> RS R 4 . R"»ittlBfcRJi:o 3 

KJ: 0, ft** C l k 3 «lt*ii:^Mo 
*ttfctt, aft. EJfcfc£*«>fcv**JK (flxtf, *9J-*. 

tert-r^-A'fc^T/ua-lu***, fh^Kn79> (T 
HF) , v?jn^;i/j^-f ;^^i-f^SII> ^a*^, 

f^jVAT? K (DMF) , + v K (DM SO) 

p-fin^^vi) ©#ftXI4*#ftTK:, 20-160 TC-C 

ff^^fc**^**, Riswraii, ci3) xm* en] © 

4. -ffc-fr* CM] *>«J8ft lift-Mr Ci3] cMlt, ailf* 1~5 ft 
*;i/fi-C&a 0 attfltoWflftttft-Ml Cl3] fcttLT* at, 

o.i-2«*/m-e**« iiatw *») 
o iiifl ft t m a - ^ #-c £ ^ o 

*&wft<M> c 1 3 rs A#-bn«ry-m- 
ft** en ±E0fUBa***&a*0fr»»»*«* « 
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tttti. fttt* Bit* *7A^D7^77^ 

*»Wfls#« Cl] li, 0, *<0ttfi# 

Cl] ^M^H^tltfflv^iiS^ C3] 
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&® \t > fefi r> ttJBfll * & W * «fc ^ * ft $ jb * ^ 

flAlf 0.1-99.5%, »tL<\t 0.5-90%i:^t^mm 
UT, lH*fcD» 0.1-1000mg/H bcO$gffl> 
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##« 1 

2-rp^-2',5'-y7;^pyp^t7xy> 

?*JB*tt*U ■MffiTML-c, gflSlit^. 

2-7"n^-4'-i^vr-bl>7x;v, 

2_yn^-3',4'->f U>'^t^'>r-irh7iy>, 
2 — 7* n -=6 — 2 ' , 4 ' -^7;vtD7-b h 7x; >„ 
2_7*n^-2', 5'-y7Hnrtf7i> /, A 
2- (rn*7-fef^) ^!/79'A 

2 -7 , n€7-t b 7 i y 
2-7*n-£-4'-;< f^rv7-bf7x/>, 
2 -7*n^e-4 , -^nn7-feh7xyv, 
2-7*n^-4'--/n^er-feh7xyv, 
2-7*n^-4'--f < n7-fel < 7x;v, 
2-yn^-4'->f^7-bh7xy>, 
2 _7'n^-3'-^ ^v7^b7xr/, 
2-7*n^-2*-^ h^*/7*b7x>'V, 
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2- 7'a : e-4'- 7x^JV7* F7iy>, 

2_-/n^e-4'-7;i'tn7"bh7x>'>', 

3- (7*n^e T-b^JV) £'Ji>^ 

2- (yo^T-fef-^) 7-7*1^^ 

2-7 , n^e-3 , -^nnr-fe>7xyv, 

2-7*n^-3'-^f-^-4 , -^nnr-bh7xy>', 

2- (7n^7^f^) tf'J'W^ 
2-7*nqe-4 , -n-7'n#*->7-fe>7xy>, 

2-7*n^-4'- 7-fef7xrA 
2 -y n ^- 4'- (2 -x h^yi f^y) r*f7x^A 
2-7'n^-4 , - / <W^t^y7 > feF7xy > / > 
2-7*n^-2*-7^tn7-feF7xy>, 
2-/ot-3 , -7i^n7^1 > 7x/V > 
2_^ n ^_4' - pj 7;v*n ^ f-;u7-fe F7xy>> 
2_7>n^e-2' - HJ7iVtn^f;i/7-feF7x;v> 
2 _y n ^_ 3 '_ (2-n + yxKv) 7^f7xrA 
2 - (7*n^E 7 7>, 

2 _^ nt _3'_ 7j ^D-4 , -^Ky7-fel'7xy>, 
2_^ n -t-2'-7^^n-4'-^ K'>7-fef7x;>, 
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2_-/n-^-3'- (2-7^ni^'» 7-bh7iy>, 

2-yn^-5 , -7n^-2',4 , -yxF^y7'n!i^7xy^ 

2-7n ; e-2'-x^y7'nk: , i7ir/, 

2-7*n^-4 , -^77'o^^y7'ni;t7x;v, 

2 --/n*- 3 \ 5'-^ b 'J 7i^n^f;^nift 7 x; 

2 - y'u*- 2 ' - 7 ;v#n*/n tf^-7x^ >> 

2-7'n ; e^niit7x;>, 

2 _ 7 'n^e- 4'-7J^nynii'i7x; 

2-7'n^-3 , --Fn7 J nft7xy>, 

2-7 , D^-3'-^nD7 , nt: , ^7xyy, 

2-7*o^-4'->f ^7'nn , t7xy , /s 

2-7 , n-€-3'-^hnynif^-7xyv> 

2 - 7*n - 2 ' , 5 ' - ¥t n n 7*n kf ^ 7 x J >\ 

2 _ 7 ^n^E- 3 ' b a 7 p n \£*y x; 

2- 7 'n^-l- -l-7"n;V^ 

2 _ 7 *n^- l - (2-^*7^^) -i-7°n/NV>, 

2-7 , n^-4'-^ Ry7'nk!t7xr/, 

2 -7'n^e- 1 - -1-7'd;V>, 

2-7*n*-i- (2 -l-7 p n^7V, 

2-7*n^e-3',4'-yi5'an7 0 nbf^7xyv, 

2-yn^-4'-^Dnynei-7x;>, 

2 -7-n^e - 4'-7*n^ 7 9 ue^7xy >x 

2 - 7* n ^ - 4 ' - ^ > ^ ^ t ^ v 7* n e ^ 7 x 7 V , 
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2_yn^-4'-£Kn3fv7 a nfc: 0 ;*-7x/>, 
2-7*n*-2\5'-v^ Kv^o^t7xrA 

2-7 , n^-3',4 l -^fV>i ? ^^v7 , nll , t7xy , A 
2_-/n^-2 , ,4 , -v f ^nD7 p nk?^7xy>, 
2-7*nt-l - (2-7'j;v) - l-T'n/W, 
(4-b s U^^) -l-T'n/V'A 

2 --/n^- 2'-^ nn7"n tf^7xy >\ 

2 -yn^e- 2'-> f^v7'nift7xyA 

2_ 7 ' n ^-2',5'-y7J^o7 p oii^7xy 

2_yn^-2'->f ^7'nt:t7x; V, 

2 _ 7 »n^- 2', 6'-v , 7JV^o7 p niiV7xy>, 

2-7 , n^-4' - h^^tn^f ;V7'ot:>7xy V, 

2 _7*n-=e-3'- HJ7;^o^f;l/ynt't7xy>, 

2-7*n^-3'-^ f + y*^^^7'nk;^7x/A 

2-^o^-5 , -7;vtn-2'-^ Kv7 , net7xy>o 

###J2 

2-v7y7-trh7^> ? > 

7v*-7/^.* ;-j^I2 om l K7k<£Tinx.> nUT~? 
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0. 5 8W*v>TS»-C2ll*M«#Lfc 0 #f 4 *»* U 

###13 

3 -7 j y - 3 -^EJl/fr 'jyT^'JP^f'J £ 
i«10ra 1 KyML*^*'; >0. 78 gMl, 
##0!I4 

^filO^ife (J. Amer. Chem. Soc, 73, 2760(1951)) X !K g 
1 - (2-7^tP7x^i^) - 1 -7-fe h 7 ^ K- 2 zJLEJlZ 

y_ 

2-7>tn7x-jv/'jy>5. 0g> tf^yvi 5. 6 g> 
M*ftBt2 5. 7 g^fi-frW* 14 0-15 0TC-e4B*Mll!*fcLfco 

r ^r>7A -CttjftH^ ttBETiitt L# fifcM 

$#015 fcHfltotfifefcJ: 0JaT©ft^4r#/So 
1 - 7x~;u - l - 7-tr >7 ^ K- 2 -7"n/V >\ 
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! _ (4-7^n7x-JV) P- 2 

3 h 7 < JV. 

1 - ( 3 --fD7x-jV) - 1 - 7-fe h 7 * K-2-yn/NV>, 
l-7i-^-l-^n/r/7^ K - 2 - "/ ? ^ > > 

i-7x-ii/-i-^fv7 , r/7^ k- 3 - 2 >> 

2 - 7 n > 7 < K-3-^>^^>x 

4 _ v K-;u-3 -4*) -3-7*b73 K-2-7*;>, 
1- (3^no7x-)V) - l-7tf75F-.2-^ny<;'A 
l-7x^Jl/-l-7*r/7U*-2-^>^>^ 

3 - 7-fe h 7 ^ K-2-^V^y>> 

4 - (4-^DD7x-;l/) -3-7tf7U-2-^^ , A 
1 - (3 - tf V i>A0 - l-7-feF7^ F-2-7'n;W>^ 

1- (2, 5-'^on7isJH - 1 -7-fe >7^ K-2-^n 

1 - ( 2 - Vf'J vJV) - l-7-fef75 l?-2-7 , n^y>, 

1 _ (4_^Kv7x^^) - l-7*h75 K-2-yn^V 

>o 

1, !-yv7y-2-7x^-2- ( l - 7P*x?-)U) 



WO 96/40634 



PCT/JP96/01526 



38 

■/u\£*y s.J > 3 0 ghvny-MJjH 5 g £ ^ > -tf v 
100ran:iDx.^M5. 4 5 g. *H*7>*-* A 1 . 8g 

ftfe*l^fef*««**ffi**L. «KfeflM*Mt*3 2. 5 g# 
tz W& \ 20-125 TV 2-3 mm Hg) 0 

#^^^^^3 . 6 g > 3 0ml fc&M UN -7 

n^3A^»>f 5 K 3 . 6 g tia^k^ > s />f A'fcftMlktiHI*. 1 4 

IK * * L o »«• o jtttfetiittttK £ x * y ~ <b II L 

5 _ ^ f- ^ v :* V~ >H 6. 6 gOi^- ^flfc * ^ b U 

J -;H 5 0m 1 frfeM) C*^T«TLfco »T»7fc, £M 
T"e2R#H«#U ^-r;H 5 0ml frin^TftfrMftfrT-CJ* 
#Lfcfc*HJ JA*****^* x-r^-CifeiNft, BffiTft* 

-;u#»4 0ml \zmmiT%tz>fWJJ» */TJ7±YV* 
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xf-/Ufc**Uc«Sft, liv^^v^«L/:t> MET"? 

- (73-^C- 2 0 0 110 g^r^ffl^ ftt*^^- 
n _^^^> (4 : l) -c*tB) -CffiftU fWtlttti 
fttt* 1.4 3 gftfco 

2 _ 7 ^ ;i/ - 3 - ^ > y 4 ;l/ 7f- □ ~ h V JV> 

2 -7-fe?-;t/- 3 - (3->f V/n^->^>'/>f^) -fu\t*- 

Y y *\ 

2 -7^f-ji/-3- (4-h'J7^*o^ h^^V'/'fJV) "/o 
2 -7-fe^- 3 - (3-f'J7;^n^f;^>7M^) 7nfc? 
2 - 7-bf-;i/- 3 - (3 - h y 7;Hn^ h*~>^vvM AO 7"n 

e*= h y ;k 

2 3 - [4- (2-* h*v) xK-V^V^il/] 

yoet- h y ;k 

2 _7^f-;v-3- (2-7;^d^>7M^) ^n^ipj^ 
2-7-bf-;U-3- (^>'/79^-2-*^#-^) 7u\£*- 

2 -7-fef-;i/- 3 - (3, 4 f-VVi?** v^VV /U) 

e*^ b y >k 
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2-7-fef-^-3- (2, 5 -yy ;v) ^net- 

*~ h 'J ;K 

2 3 - (2-t7MM 7nft^H)iK 
2-7-fef-;V-3- (3 -7n*«*>l/-f AO ^e^-h'JiK 
2 -7-tef-A'- 3 - (3-^nn-4-^f)^>7>fil') 7f-n 

2-7-b^;U-3 - (4-7^d^>7^) ^ni^i-h'JiK 
2-7-fe^;u-3- (4-^r/^^*-^7^7^>^ AO 7 

2-7-fef-;V-3- (2-7DO) yfDiHJA', 
2-7-fe^;i/-3- (3-^nn^v^;v) 7fn^pJ;K 

2-7*^-3- (3 -* Y*\"<yV4 ao 7n^*ii«y>Uo 
1 

2_ 7 .y-3-y 7 ;-4-^f;i/-5 - (2, 

7x^iv) \£u-A/ (^iff 6 3) 

JC^«t#T-C2 -7n^-2 , ,5 , -^7ii/tn7net7x;> 
3. 7gOi^7-«^iTU:o R 
Jfcfc 1 K & A L «f ffl t & tt A t »tt t fc o # <b it 'fc * 
g«xf- A>K*#P L« U «M *Wt*y *> * A -Cftfc&i* 
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2 0 0 ^ 2 0 0 gfffi, ^on^^A-cM) J: 0 

Og6»£0. 5 8 gfcfc. 1H/JU46-U7T: 
5B*^*f* (C ia H 9 F 2 N 3 i: LT) 

C, 61.80; H, 3.89; N, 18.02 
mm (%) C, 61.71; H, 3.91; N, 17.69 

3- v 77-5- (4-7iKn7x^^) - 4- ^f-jl/-2- ; 6 
ju* V y bT p - (ft^ff 7 2) 

0. 7 8 g<fc *) 3 ^#£3-7^-3-^* 

y y 7* V n- b V ;i/£|g3ft.x? y 10ml K&jSU 
^tHJ7A0. 9 5 g?ri0x.^M^T^2-7'n^-4 , -7;U 
tn7°nii't7ir/2. 0 6 g <Dz.f J ~ A'fMSrr&T L£ 0 

&L**S-fr?Wm&*ft»1&&1&&<OUtom* 0. 1 2 g#fc 0 
E^245-247 , C 

x*#*HB (C 18 H l6 FN 3 0a:L"C) 

aasr-its (%) c, 67.35; h, 5.65; n, 14.73 

(%) C, 67.14; H, 5.86; N, U.69 

2-7^-3-v7;-4H- [1] ^yV£yJ [4, 3 — b ] 
eD^JV (tt£«^-5 2) 
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A^D7^77^ - (73-nC- 2 0 0 ^ 2 0 0 gfffi, 2 

* 0 . 3 1 g#/: fl M216-217T; 
5g*4MMI (C 12 H 9 N 3 0i: LT) 

(%) C, 68.24; H, 4.29; N, 19.89 
Hiflll (%) C, 68.29; H, 4.52; N, 19.81 
*)fcfl4 

2 - 7 ^ y - 3 - gjW£j6j ;v- 4-^^-5-7x^Jven- 

^ (jb^fe#g 7 6 ) 

#;W^ 4 JV7-b h7^y>5. 1 gcox^ y-;i/v#^2 0 m 1 

*7A^nv^77-f - (73-^C- 2 0 0 ^ 2 0 0 gfffl, 
5 0%*|ifVn-A*tVtlB) K£t)ffim&, Siif 

* 0 . 2 g#£ 0 ltt&195-197r 
5c***ftt (C 12 H 13 N 3 0i: LT) 
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mkto. (%) C, 66.96; H, 6.09; N, 19.52 

mmm (%) c 66.95; h, 6.23; n, 19.38 

**«5- (1) 

2-7^y-3-v7y-4-pt^^-5 - (2-7)Ha7x^ 
;u) \Zu-)V 1) 

1- (2-7)^D7x^;l/) - 1 -7-fe h 7 3 K- 2 -"/n^ 

pH^l OKWttLfc* *<&fc* R*B»*5 5-6 OTCfcJniftU 

ilMfc L o # h fi fcffi&fifc* * * 9 J - ^ £ froM&feM'Zftffim 

0.7 2 g#£„ »&117-118r 
5B***fH (C 12 H 10 FN 3 £ LT) 

SSfeffi (%) C. 66.97; H, 4.68; N, 19.52 

$&Hlg (%) C, 67.09; H, 4.74; N, 19.40 

%mms- (2) 

2-7^-3-->7y-4-^jy-5 - (2-7;i/tP7x^ 

2-y7;7^M^- hOttlltl 0 g <fc 0 <MHfli 
2 fcI^^^L"C#^2 -v7/7-b h 7 3 5? y 
7lc^T'C2-yn^-2'-7;^n7 t nt:'t7xy V7. 6 g 

7fc5 0 0 gfc&ar*rtBttii*flM)lLfco ftfc;lt-fc«&J***n-^* 
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KJ:»}»«U *>*>fcn-^** (1 : D.-CBtt 

fl*fr^fcfe»ii<0@tt»*4. 6 7 g#fc 0 ttttttli!Ufc0)5- 
( 1 ) fc*3»t4tti:-ftLfc 0 

2- 7^-3-v7^-l-^ h_jJ^jV££ > £7 ^ y - 4 - ^ 

5 -7x-;utfp-;u (j^ff f I 3 ) 
1, l-v i y7;-2-7x-;l/-2 - ( 1 - 7*n q&xf-;u) x 
fUVl. 3 g**R*x*y-/U3 0m 1 KJMU 6 5^^*0^ 

*x^^-;i/j»»«l Orn 1 5 fr"C$T Ltz 0 Eli&T 4 . 5 B# 

mtt#& **2 o o gfc££tfffitts^ttttLfco ^^^«r& 

1. 0 g fcvV 137)^137 A* D7 7>f - 

2 0 0 * 2 0 0 g«ffl, 3 0%ftaifVn-^^>tilffl) 

H 1,O@lft^0. 4 8 gtflfc. H&178-179T; 
56*#*Ht (C 14 HuNAUT) 

I^ll (%) C, 62.21; H,5.22; N, 20.73 

mmm (%) c, 62.25; M.92; n, 20.72 

3- y7;-4->f^-2->fJl/7^-5-7x^JVeP- 
(j^j^#g; 7 5 ) 

(J. Prakt. Chem., 318, 663(1976)) EftO*tt»Cl£o r« 



WO 96/40634 



PCT/JP96/01526 



45 

& Lfc 2 - 7 ^ / - 3 - v 7 ^ - 4 - p< - 5 - 7 x - ;v t? n - 
* (ftmtRl) 3. 0gi:t;n^lxfJH2ral^ 

- (7^-y;i/C- 2 0 0 ^ 2 0 0 gfffl> ^no^jl/ 

^^-rJ^l. 8 5 g * y -;U3 7 m 1 fcfc 

ML, flUMMTFfc, I* 'J 7 A 0 , 3 3g*^Lf 

'J*yi^7A^n7t>/77>f - (7 3-^;uc - 2 0 0 £ 
2 0 0 gf 1, ^OD*HT#ffl) TfftJttfc* ^V-tfV/n-^ 

H&138-139TC 

5B*^*fH (C 13 H 13 N 3 t LT) 
MIS (%) C, 73.91; H.6.20; N, 19.89 
(%) C.73.85; H,6.52; N, 19.66 

Bttfl 8 

2-^>y;i/7^-3-y7y-4->f^-5- (2-7^ 

5 "Cftfc 2-7^-3-v7;-4-^f^-5 - (2 
-7ivtn7i-^) k?n-;u (ft-ftH*^ 1 ) 0. 2 1gWfc 

fc 0 tyXTfrTK KO. 11 g^ft>fV> 5m 1 Mfciti® 
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*L/cl««ffTilU: 0 ;~/H 5ml 

ML, atfcTK:**^***'*- h 'J <) A 7 6 mg fca&j&llLfco 3fi 

HSLfco ^i^v'J*^>t/7A^n7^7 7-f- 

^C- 2 0 0 *50gfI, ^nn*M/^;-;i/=50/l 

J&U »ffe»*OB»*o. 1 7gW:, MjGU51-152T; 
5B*4WffH (C lfl H ie FN 3 t LT) 

Sf&'fii (%) C, 74.74; H, 5.28; N, 13.76 

£zHH£ (%) C, 74.78; H, 5.38; N, 13.50 
£16019 

3-i/7/-4->f;v-2 - (2-t^ven'jy>-i-^y) 
-5-7x~;m°p-;U (Miff 7 3) 

3-v7/-4->fA'-2-7^-5-7x-;veD-^ 
4. 9 g^THF 8 0 m 1 »«jc h V ^f-;U7 4 > 2. 5g£inx> 
-5 0t^$#L£^4-*nn7f-;i/®*n7>f K3. 5 g£ 
Mltzo RlSittiSlKLi, 5l$mttttL&tfc, L 

*"C#*W fcttfrft, v * A -CM LMffiTM Ltz 0 

*y-;U4 0 m 1 KJRrBU * V *J A tert-7 K 1 . 3 2 g 
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WW 1 . 5 g H&M0-141T; 
5c*^*f* (C 18 H 1S N 3 0^ LT) 
MM (%) C, 72.43; H, 5.70; N, 15.84 
(%) C, 72.42; H, 5.64; N, 15.79 

2 -7 5 y - 3 - v7^ - 4 5 - (3-fcf'; kfp 

-JMfiaua 1 4) 

SUM 1 £ m*k K L T#fc 2 - 7 * >> - 3 - v T ^ - 4 - * * ;V 
-5 - (3-e'J^) fcfn-;u (ft^## 8 ) 5. Og^^ 
^-^ 2 2 0 ml K&l$fcjHU *fc«#Tfc40%£»-.?<*y.- 
«4m 1 *in*.fc, 5 Om 1 -?2 

0, Vxf;i/x-r;i/5 0 m 1 V 3 Httfrlfc* JMfcLfc. f#S>tlfc 

fc 0 M&279-281X: 

5E*fl-«f« (C^H.oN, ■ HClfc LT) 

111 (%) C, 56.30; H, 4.72; N, 23.89 

%Wm (%) C, 56.08; H, 4.80; N, 23.90 

5 -(3 - ^pp7x^;1/) -3-y7y-2-^f-;i/bfn-^ (it&m 
##84) RT/2-(3 -^pp7^^;u) -3-->7y-5->f;^ 
(jfc^jHtg 3) 
N- (3-^dd^>'/^) 77->3. 5gi:2-^PD7 
^>)p-hV;H3. 3 g*jfe;Jcffi»l 0 Om 1 IcfcJSU 8 0 tJ 
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6 0 0 g^M, ttffc^f-l/>"C»ffi) *JHv*TBtt»*$HtLfc 0 
# fifc g Wife * ^fi-Pfi^ >-t£ n -A^tv^H^tff 

LTft^^-Sf-S 4 4>ft£-4fc* 2 9 lrag#/: 0 

MJ&208-2091C 

7C^^«(C 12 H 9 ClN 2 <h LT) 
aHIK (%) C, 66.52; H, 4.19; N, 12.93 
&iltt (%) C, 66.47; H, 4.21; N, 12.87 
&&i&>t#U H B £ LTj^iff 8 3 *426ngf§fc 0 

M189-190T; 

7C^^*fffi(C 12 H 9 ClN 2 t IT) 
III (%) C 66.52; H, 4.19; N, 12.93 
(%) C, 66.51; H, 4.24; N, 12.86 

5-(2-7;Vtn7x^^)-3-y7A2, 4 ^ ^ ;U g P - ))/ (>ffc 
19 4) 

8 2 - 7 -t f-yu- 3 - ( 2 - 7 n ^ y W ^) 

^n-F'JJM. 4 g<D&mi 5 m 1 ^C^TV^-^A 

6. o gfriox. 9 or-eia^m^u/co 15M, 

fcft Sftf ffl H * BR L o # tifcttfi * « y -t£ y k mm LttBT* 

tt$l££v y j]>f)Vi] ? a ^ U7f777^ (7 3-y;vc - 2 
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00^:120 gj£ffi, ^nn*;i/ATvg£B) TJfiNKlU ftbtifcte 

feTOtLtg^^O. 3 6 gftfc 0 »jSS125-127T: 
TC^^^KC^H^FN^ It) 

(%) C, 72.88; H, 5.18; N, 13.08 

^Mflt (%) C, 73.11; H, 5.39; N, 13.08 

±IB©gttfll~i 2-C»jiL/ift^», &tf±fB©£ftflli:flf| 
ttKLtMLfc^ft (^*W2-12, 15-51, 5 3 
-62, 64- 7 1 , 7 7 - 8 2 , 85-193, 195-266) 
O*jft*k»tt|tfca2ic^to L*U *%WteZtlb<Di><n\,Z 
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M2 

its 
mm 



ft?* 
mata {%) 



117-118 



C12H10FN3 

C, 66.971 H, 4.68! N, 19.52 
C. 67.09! H, 4.74! N, 19.40 



A 




203-204 



C12H10FN3-2/5H2O 

C, 55.35! H, 4.58! N, 8. 60; 

C. 55.261 H. 4.671 N. 8.451 




195-196 



C12H10N4O2-1/10H2O 

C, 59.06; H, 4.21; N, 22.961 

C, 59.05! H, 4.26! N, 22.56! 



131-132 

mm 



C13H13N3 

C, 73.91; H, 6.20; N, 19.8! 
C, 74.10; H, 6.41 ; N, 19.6; 




104-105 

mm 



C14H15N3 

C, 74.641 H, 6.71; N, 18.65 
C. 74.75; H, 6.89; N, 18.30; 




205-206 

mm 



C12H1CCIN3 

C, 62.21; H, 4.351 N, 18.14; 
C. 62.07! H, 4.50; N, 18.00; 
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7 


' N 


129-130 


C14H15N3 

C, 74.64,' H, 6.71 ; N, 
C, 74.52; H, 6.66! N, 


18.65; 
18.631 


B 


8 




228-230 

nm* 


C11H10N4 

C, 66.65; H, 5.09; N, 
C. 66.44; H. 5.071 N, 


28.26! 
27.951 


A 


9 


a 


155-156 


C12H9CI2N3-H20 

C, 52.391 H. 3.66! N, 
C, 52.50; H, 3.80; N, 


15.271 
14.84," 


A 


10 




213-214 


C11H10N4 

C, 66.65! H, 5.095 N, 
C, 66.46; H, 5.14; N, 


28.26; 
28.18! 


A 


11 




203-205 


C16H13N3 

C, 77.71; H, 5.30; N, 
C, 77.46; H, 5.30; N, 


16.99; 
16.74; 


A 


12 




188-189 
**A 


C13H13N30 

C, 68.70; H, 5.77; N, 
C. 68.84; H, 5.731 N. 


18. 49! 
18.65! 


A 














13 




178-179 
A 


C14H14N4O2 

C, 62.215 H, 5.22! N, 
C, 62.25! H, 4.96! N, 


20.73; 
20.72! 


D 
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14 




279-281 
& 


C11H10N4-HCI 

C, 56.301 H, 4.721 N, 23.891 
C. 56.081 H. 4.80; N, 23.901 


A 


15 


N 


190-191 
Si 


C11H9N3 

C, 72.11! H. 4.95! N, 22.94! 
C. 72.411 H. 5.12; N, 22.871 


A 


16 


N 


247-248 


CnHsCINa 

C. 60.701 H, 3.70! N, 19.311 
C, 60.73; H, 3.85; N, 19.64; 


A 


17 




216-220 


C12H11N30-1/20H20 

C, 67.3K H, 5.22; N, 19.62! 

C, 67.581 H, 5.14; N, 19.301 


A 


18 


\ 


221-224 


C12H11N3 

C, 73.071 H, 5.62! N, 21.30; 
C, 73.001 H, 5.61 : N, 21.20; 


A 


19 




159-160 
Si 


C12H11N30 

C, 67.59; H, 5.20; N, 19.71; 
C. 67.64! H, 5.23! N. 19.50! 


A 


20 




153-155 
Si 


C12H11N30 

C, 67.59! H, 5.20! N, 19.71! 
C, 67.47! H, 5.30! N, 19.44! 


A 



PCT/JP96/01526 



(*2g>«») 



117-118 



CioHsNaS 

C, 59.091 H, 4.46! N, 20.67; 
C, 59.261 H. 4.481 N, 20.76! 



166-167 



C14H15N30 

C, 69.69; H, 6.271 N, 17.41; 
C, 69.951 H. 6.25; N. 17.51; 



218-219 



C12H9CI2N3 

C. 54.16! H, 3.4K N, 15.791 
C. 53.821 H, 3.41 ; N, 15.78! 




212-213 



Ct2HioCIN3 
C, 62.211 H, 4.35; N, 18.14! 
C, 62.39! H, 4.43! N, 18.24 




206-209 



Ci2HioBrN3 

C, 52.19; H, 3.651 N, 15.22; 
C, 52.07; H, 3.68; N, 15.17; 



160-161 



CI9H17N30 

C. 75.23; H, 5.65; N, 13.851 
C. 75.06". H, 5.75; N, 13.80; 




113-115 



CI4H15N302 

C, 65.361 H, 5.88; N, 16.33", 
C, 65.171 H, 5.921 N, 16.381 
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(«2<Ptta) 



28 


\ 


216-218 


Ct2HioBrN3 

C, 52.19J H, 3.651 N, 15.22; 
C, 52.231 H, 3.75; N. 15.28; 


A 


29 




180-181 


Cl6Hl8BrN302 

C, 52.76; H, 4.981 N, 11.54; 
C, 52.62! H, 5.01 ; N, 11.32; 


A 


30 


Is^JL^N N H 2 
N 


114-117 


CHHJ5N30 

C, 69.691 H, 6.271 N, 17.41; 
C, 69.861 H. 6.27; N, 17.37; 


A 


31 




198-200 


C13HHN302 

C, 64.721 H, 4.60; N, 17.42; 
C, 64.761 H, 4.76; N, 17.44! 


A 


32 




118-119 


C15H17N30 

C, 70.56; H, 6.71 ; N, 16.46; 
C. 70.821 H, 6.77; N, 16.601 


A 


33 




234-237 
A 


C13H13N30 

C, 68.70; H, 5.77; N, 18.49; 
C, 68.67; H, 5.94! N, 18.50! 


A 


34 




157-158 
A 


C12H9CI2N3 

C, 54.16! H, 3.41! N, 15. 79.' 
C. 54.34! H. 3.41! N. 15.98! 


A 
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(«2flHg) 



35 


a XjUy- 2 


138-140 


C13H12CIN3 

C, 63.55; H, 4.921 N, 17.101 
C, 63.581 H, 4.771 N, 17.06; 


A 


36 




158-159 


C13H13N30 

C, 68.70; H, 5.77; N, 18.49; 
C, 68.87! H. 5.89; N, 18.50! 


A 


37 




177-180 


C14H16N30 

C. 69.69; H, 6.27; N, 17.411 
C, 69.531 H, 6.39; N, 17.321 


A 


38 




278-281 


C17H13N3 

C, 78.74; H, 5.05; N, 16.20; 
C, 78.831 H, 5.25? N, 16.30; 


A 


39 


N 


224-226 


C15H11N3 

C, 77.23; H, 4.751 N, 18. OH 
C, 77.30: H, 4.961 N, 18. OK 


A 


40 




257-260 


C11H7CI2N3 

C, 52.41; H, 2. 80; N, 16.67! 
C. 52.46! H, 2.98! N. 16.45: 


A 


41 




214-218 
ft 


C11H8FN3 

C, 65.671 H, 4.01; N, 20.881 
C, 66.031 H, 4.24; N, 20.95; 


A 
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m2<r>m%) 



42 


F 

F-J^-F 

N 


230-231 


C14H9F6N3 

C, 50.461 H, 2.72! N, 12.611 
C. 50.711 H. 2.62! N, 12.56; 


A 


43 


H 


^NH 2 

\ 


155-156 


C10H9N30 

C, 64.16! H, 4.85! N, 22.45! 
C. 64.345 H, 5.11; N, 22.37; 


A 


44 




NH 2 

\ 


203-206 
A 


C9H7N3S 

C. 57.12; H, 3.73; N, 22.211 
C, 57.321 H. 3.84! N, 22.19; 


A 


45 




X 


215-220 

& 


CnHioN4-1/2H20 

C. 63.75! H, 5.35; N, 27.04; 
C, 63.75; H, 5.31 ; N, 26.74! 


A 


46 




c 


241-244 


CioHaM 

C, 65.21! H, 4.38! N, 30.42; 
C, 65.38; H, 4.60: N, 30.561 


A 


47 




NH 2 

\ 


275&± 


C10H8N4-HCI 

C, 54.43; H, 4-11 : N, 25.39! 
C, 54.31! H, 4.31! N, 25.41! 


A 
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180-181 


C9H7N3S 

C, 57.12; H, 3.73; N, 22.211 
C. 57.201 H, 3.781 N. 22.081 


A 


49 


N 


192-193 


C11H8CIN3 

C. 60.701 H, 3.70; N, 19.31; 
C, 60.88; H, 3.67! N, 19.34; 


A 


50 




235-239 

a 


C12H9N302 

C, 63.431 H, 3.991 N, 18.491 
C. 63.521 H, 4.00; N, 18.47; 


A 


51 




234-237 


C12H10CIN3 

C, 62.21; H, 4.351 N, 18.14; 
C. 62.18! H, 4.24! N, 18.17; 


A 


52 


N 


216-217 


C12H9N30 

C, 68.24! H, 4.29; N, 19.89; 
C, 68.29; H, 4.52; N, 19.81; 


A 


53 




215-217 
3 


C11H7F2N3 

C, 60.281 H, 3.22 IN, 19.17; 
C, 60.711 H, 3.53 IN, 19.311 


A 


54 




222-224 


C11H7F2N3 

C, 60.281 H, 3.221 N, 19.171 
C, 60.45; H, 3.151 N, 19.22*. 


A 
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55 


N 


247-251 

tik 


C13H9N30 

C, 69.951 H, 4.061 N, 18.82", 
C. 70.30! H, 4.04; N, 19.02; 


A 


56 




260-263 


CnHs8rN3 

C, 50.411 H, 3.08; N, 16.031 
C, 50.26; H, 3.04! N, 16.07! 


A 


57 




265-270 
& 


C12H12N402S-1/5H20 

C, 51.49; H. 4.47; N. 20.02; 
C. 51.671 H, 4.441 N, 19.67! 


A 


58 


N 


189-191 


CiiHaFNa 

C, 65.67! H, 4.01; N, 20.885 
C, 66.15; H, 4.14! N, 20.81! 


A 


59 


\ 


192-193 


C11H8FN3-1/25C6H6 

C, 66.07; H. 4.061 N, 20.57; 

C, 66.381 H. 4.23! N, 21.01 ; 


A 


60 




183-184 


C12H8F3N3 

C, 57.37! H, 3.21 ; N, 16. 73; 
C, 57.40; H, 3.141 N, 16.86! 


A 


61 




160-161 


C12H16CIN3 

C, 62.21! H, 4.35! N, 18.14! 
C, 62.29! H. 4.38! N, 18.55! 


A 
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108-109 
A 



C13H13N30-1/5H20 
C, 67.631 H, 5.851 N, 18.201 
C, 67.791 H, 5.79; N, 18.22; 



146-147 



C12H9F2N3 

C, 61.80! H, 3.891 N, 18.02: 
C. 61.711 H, 3.91 1 N, 17. 



.N NH 2 




127-128 



C13H13N3 

C, 73.9K H. 6.20; N, 19.89; 
C, 73.84; H. 6.28: N, 19.76; 




181-182 



C12H9F2N3 

C. 61.80; H, 3.89: N, 18.02! 
C, 61.93; H, 3.981 N, 18. 




177-178 



CJ3H10F3N3 

C, 58.87; H, 3.80; 
C, 58.88; H. 3.88! 



15.84! 
15.96! 




202-203 



C13H10F3N3 

C, 58.87! H, 3.80! N, 15.84! 
C, 58.58; H, 3.82; N, 15.73; 



223-225 



C14H13N302 

C, 65.875 H. 5.13; N, 16.46; 
C, 65.761 H, 5.191 N, 16.30: 
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69 


F 

N 


143-144 


C13H12FN30 

C. 63.67! H, 4.93; N, 17.13; 
C. 63.661 H, 4.921 N, 16.84; 


A 


70 


T 1 H / 1 

\ 


270-272 


C17H19N3 

C. 76.951 H. 7.22; N, 15.841 
C, 76.87! H, 7.22; N. 15.951 


A 


71 


N 


253-260 


C16H17N3 

C. 76.46; H, 6.82; N, 16.72; 
C. 76.4K H. 6.61 ; N, 16.71: 


A 


72 


N 


245-247 


C16H16FN30 

C. 67.35; H, 5.651 N, 14.73! 
C, 67.14! H, 5.86; N, 14.69! 


A 


73 


/ \ 

N 


140-141 
$3tfet+ 


C16H15N30 

C, 72.43! H. 5.70! N, 15.84! 
C, 72.42! H, 5.641 N, 15.791 


G 


74 




151-152 

mm 
* 


C19H16FN3 

C, 74.741 H, 5.28; N, 13.76; 
C, 74.781 H, 5.381 N. 13.50; 


F 


75 




138-139 
ttA 


C13H13N3 

C, 73.91; H, 6.20; N, 19.895 
C, 73.85: H, 6.721 N. 19.66; 


F 
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76 




195-197 


C12H13N30 

C. 66.96; H, 6.09; N, 19.52 
C. 66.951 H, 6.231 N, 19.38 


A 


77 




247-248 


C12H9N302 

C, 63.43! H, 3.99! N, 18.49; 
C 63.44; H, 3.89; N, 18.531 


H 


78 




235-236 

& 


C12H9N3O2 

C 63.431 H, 3.99; N, 18.491 
C, 63.351 H. 3.961 N, 18.56; 


H 


79 




239-240 


C17HI1N302 

C 70.58; H, 3.83! N. 14.53! 
C 70.70; H, 3.93; N, 14.50; 


H 


80 




220-221 
Xftfttt 


C12H9N3O2 

C, 63.43; H, 3.99; N, 18.49; 
C, 63.46; H, 4.19; N, 18.17: 


H 


81 


N 


260-262 


C12H9N302 

C, 63.43; H, 3.99: N, 18.49," 
C, 63.271 H, 3.98! N, 18.26; 


H 


82 




163-164 


C12H11N3 

C, 73.07; H, 5.62; N, 21.30; 
C, 73.471 H, 5.61; N, 21.38: 


1 



WO 96/40634 



PCT/JP96/01S26 



(M2<r>m%) 



83 




189-190 

s 


C12H9CIN2 

C, 66.521 H, 4.191 N, 12.93; 
C, 66.51; H, 4.24," N, 12.86; 


H 


84 




208-209 


C12H9CIN2 

C, 66.52; H, 4.19; N, 12.93; 
C. 66.47: H. 4.21; N, 12.871 


H 


85 




160-161 


C10H8N2S-1/5H2O 

C, 62.601 H. 4.31! N, 14.601 
C. 62.63! H, 4.3i; N, 14.64." 


H 


86 




185-186 


C13H12N2 

C, 79.561 H, 6.16! N, 14.27; 
C 79.45; H. 5.94; N, 14.34; 


H 


87 


N 


170-173 

mm* 


C13H12N2 

C, 79.561 H, 6.16; N, 14.27; 
C, 79.31; H, 6.19: N, 14.33; 


H 


88 




252-253 

mm* 


C13H9N3 

C, 75.35; H, 4.38,* N, 20.28; 
C, 75.271 H, 4.391 N, 20.13; 


H 












89 




270-271 

mm* 


C12H8CI2N2 

C. 57.40; H, 3.21; N, 11.161 

C, 57.15; H, 3.34; N, n.05; 


H 
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90 


a 

Ac 




275-276 

& 


C12H8CI2N2 

C 57.40; H. 3.2K N, 11.16, 
C 57.361 H, 3.341 N, 11.245 


H 


91 




213-214 


C12H9FN2-1/4H20 

C, 70.401 H, 4.67! N, 13.68! 
C 70.60; H. 4.81; N, 13.88; 


H 


92 




117-118 


C14H14N2 

C, 79.971 H. 6.71; N, 13.32! 
C, 80.13; H, 7.00; N, 13.32; 


H 


93 






176-177 


C14H14N2 

C 79.97; H, 6.71; N, 13.32,' 
C 80.141 H, 6.65; N, 13.32; 


H 


94 




167-168 


C13H11CIN2 

C 67.68; H, 4.81; N, 12.14; 
C, 67.56! H, 4.81; N, 12.12; 


H 


95 




X 


138-139 


C13H11CIN2-1/5H20 

C, 66.64; H, 4.90; N, 11.96; 

C, 66.56; H, 4.72; N, 11.87; 


H 
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96 






172-173 


C14H13CIN2 

C, 68.71; H, 5.351 N, 11.451 
C. 68.68; H, 5.62; N, 11.70; 


H 


97 






105-106 


C14H13CIN2 

C, 68.71! H, 5.351 N, 11.451 
C. 68.711 H, 5.541 N, 11.61; 


H 


98 




91-92 

mm* 


C15H15CIN2-1/10H2O 

C, 69.151 H, 5.881 N, 10.75; 

C, 68.961 H, 6.09; N, 10.68! 


H 


99 




167-168 

mm 


C23H25N30 

C, 76.85; H, 7.01; N, 11.69! 

P 7R fift" H 7 1fl" N 11 Rfl' 


F 


100 


N 


180-182 


C19H17N3 

C, 79.41! H, 5.96; N, 14.62! 
C, 80.00; H, 6.05; N, 14.43! 


F 


101 




144-146 
A 


C17H15N30 

C, 73.63! H, 5.451 N, 15.15! 
C, 73.37! H, 5.39; N, 14.91; 


F 


102 






235-237 


C16H17N3 

C, 76.461 H, 6.82! N, 16.72! 
C, 76.371 H, 6.82! N, 16.54; 


A 
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103 


O^yO 


218-219 


C16H17N30 

C, 71.891 H, 6.41 ; N. 15.721 
C, 71.681 H, 6.12; N. 15.73; 


A 


104 




233-236 
A 


C16H17N30 

C, 71.891 H, 6.41; N, 15.721 
C. 71.88! H, 6.40: N, 15.59; 


A 


105 




264-265 


C15H14CIN3-1/10H2O 

C, 65.861 H. 5.23; N, 15.361 

C, 65.62; H, 4.89; N, 15.26; 


A 


106 




191-192 


C17H19N30 

C, 72.57; H, 6.81 ; N. 14.94; 
C, 72.71! H, 6.96! N, 15.09! 


A 


107 


\ 


256-258 


C16H16CIN3 

C, 67.25! H, 5.641 N. 14.70; 
C, 67.14J H, 5.64J N 14.78! 


A 


108 




260-262 


C15H14CIN30 

C, 62.6K H, 4.90; N, 14.601 
C, 62.331 H, 5.05; N, 14.715 


A 


109 




226-228 


C16H17N302 

C, 67.831 H, 6.05; N, 14.831 
C, 67.79; H, 6.15; N, 14.66; 


A 
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no 


/ \ 


227-228 
H 


C17H19N30 

C, 72.57; H, 6.81; N, 14.94; 

f* 77 H fi fl7" N 1d ftfi' 
/£■ J3i n, u. 0/ i Pi, itaOwi 


A 


111 




225-228 
Sk 


C18H21N3 

C, 77.381 H, 7.581 N, 15.04; 
C, 77.08; H, 7.50; N, 15.03; 


A 


112 


v 


271-273 

s 


Ci5HuBrN30 

C, 54.231 H, 4.25; N, 12.651 


A 


113 


••Wo 


281-283 


C16H16N402 

C, 64.85! H, 5.44; N, 18.91; 
C, 64.74J H, 5.52; N, 18.82; 


A 


114 




239-240 


C17H19N3 

C, 76.95; H, 7.22; N, 15.841 
C, 76.91! H, 7.05; N, 15.821 


A 


115 




219-220 
41 


C16H17N3O 

C, 71.89; H. 6.41; N, 15.72! 
C, 71.81; H, 6.731 N, 15.701 


A 


116 


\ 


300Jil± 


C15HUN403 

C, 60.40; H. 4.73; N, 18.78! 
C, 60.30; H. 5.01; N. 18.63! 


A 


117 


N 


233-236 


C17H19N30 

C, 72.57; H, 6.81 ! N, 14.94; 
C, 72.551 H, 6.45; N. 14.881 


A 
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118 




194-195 

a 


C18H21N30 

C. 73.19; H, 7.17; N, 14.231 
C, 73.201 H, 7.491 N, 14.22; 


A 


119 


l %o 


200-202 

a 


C17H19N302 

C. 68.67! H, 6.44! N, 14.131 
C. 68.49! H. 6.551 N, 14.051 


A 


120 




163-164 

s 


C16H19N3 

C, 75.85", H, 7.561 N, 16.59; 
C, 75.60; H. 7.861 N, 16.48; 


A 


121 


N 


181-182 


C17H18FN3 

C, 72.06; H. 6.40; N, 14.83; 
C, 72.03! H, 6.62; N. 14.85; 


A 


122 


F 

O-vyO 

N 


112-114 


C16H18FN3 

C. 70.831 H. 6.691 N, 15.49; 
C, 71.30; H. 6.46; N, 15.511 


A 


123 




245-250 


C16H16FN3 

C, 71.365 H, 5.99; N, 15.60; 
C. 71.32: H. 6.01: N, 15.641 


A 


124 




145-146 


C16H18FN3 

C, 70.831 H, 6.691 N, 15.49! 
C, 70.81: H, 6.50; N, 15.62; 


A 
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(»2Wtt») 



125 




228-229 


C17H18FN3 

C. 72.06; H, 6.40; N, 14.831 
C, 72.27; H, 6.481 N, 14.43; 


A 


126 


N 


215-217 

s 


C14H15N3S 

C, 65.34; H, 5.88! N, 16.33; 
C, 65.48! H, 6.14! N, 16.26! 


A 


127 




260-265 


C16H15CI2N3 

C, 60. 01; H, 4.72; N, 13.12; 
C, 60.171 H, 4.93; N, 13.09! 


A 


128 


N 


207-209 


C17H17CI2N3 

C, 61.091 H, 5.13! N, 12.57; 
C, 61.065 H, 5.3i; N, 12.531 


A 


129 




220-226 


C18H21N30 

C, 73.19; H, 7.17; N, 14.23; 
C. 73.00; H, 7.291 N, 14.411 


A 


130 




207-212 


C19H23N30 

C, 73.76! H. 7.49; N, 13.581 
C, 73.701 H, 7.58: N, 13.52; 


A 


131 




270-272 


C16H16CIN3 

C, 67.251 H, 5.641 N, 14.701 
C. 67.271 H. 5.70; N, 14.611 


A 
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132 


N 


250-252 


C17H18CIN3 

C, 68.1K H, 6.05; N. 14.021 
C, 68.13; H, 6.22; N, 13.781 


A 


133 


\ 


243-245 


Cl6Hl6BrN3 

C, 58.19; H, 4.88! N, 12.72; 
C, 58.051 H. 4.94; N. 12.89; 


A 


134 


N 


249-253 


Cl7Hl8BrN3 

C, 59.311 H. 5.271 N, 12.21; 
C, 59.21; H, 5.371 N. 12.281 


A 


135 


N 


168-170 


C18H21N302 

C, 69.43! H, 6.80; N, 13.49; 
C, 69.42; H, 6.89; N, 13.63; 


A 


136 




176-178 


CI9H23N302 

C, 70.13; H. 7.12; N, 12.911 
C, 70.071 H, 7.32; N, 12.93; 


A 


137 




231-233 
A 


C16H16CIN3 

C, 67.25; H, 5.641 N. 14.701 
C, 67.41; H. 5.54: N. 14.83! 


A 


138 




246-248 
A 


Ci6Hi6BrN3 

C. 58.191 H, 4.881 N, 12.72; 
C, 58.081 H, 4.961 N, 12.76; 


A 
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139 


°9^° 

N 


219-220 

s 


C17H19N30 

C, 72.571 H, 6.81; N, 14.94; 
C, 72.50; H, 6.86; N, 14.841 


A 


140 




171-172 


C18H21N30 

C, 73.19; H. 7.17; N. 14.23; 
C, 73.15; H. 7.00; N. 14.23; 


A 


141 




229-235 
A 


C19H23N3O 

C. 73.761 H, 7.491 N, 13.581 
C, 73.55; H, 7.541 N, 13.45; 


A 


142 


N 


242-246 


C20H25N30 

C, 74.271 H, 7.79; N, 12.991 
C, 74.091 H, 7.52; N, 12.961 


A 


143 




245-252 


C17H17N302 

C, 69.14! H, 5. 80; N, 14.23! 
C, 69.24; H, 5.83; N, 14.361 


A 


144 




192-195 


C18H19N302 

C, 69.88! H, 6.19! N, 13.58! 
C, 69.811 H, 6.17; N, 13.711 


A 
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246-247 



167-168 



215-217 




<x^o 



224-229 



205-207 



190-192 



184-185 
*±6tt 



C16HI5CI2N3 

C, 60.01! H, 4.72! N, 13.12; 
C, 60.035 H. 4.70; N, 13.13 



C13H12N20 

C. 73.56," H. 5.70: N, 13.20, 
C 73.69! H, 5.65: N. 13.14; 



C17H17CI2N3 

C. 61.09! H, 5.131 N, 12.57; 
C. 61.011 H. 5.19; N, 12.54 



C13H13N3S 

C, 64.17; H, 5.39; N, 17.27; 
C 64.161 H, 5.29; N, 17.311 



CKH15N3S 

C, 65.34; H, 5.88; N, 16.33 
C, 65.23: H, 5.93; N, 16.11 



C13H11CIN2 
C, 67.68; H, 4.81; N, 12.14; 
C, 67.781 H, 4.931 N, 12.21; 



C12H11N3 

C, 73.07; H, 5.62; N, 21.30; 
C. 73.39; H, 5.52; N, 21.24; 
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152 


Xx^o 


243-249 
£ 


C17H18CIN3 

C 68.11; H. 6.051 N, 14.02 
C, 68.25; H, 6.14; N. 13.96 


A 


153 




187-188 
& 


C14H13CIN2 

C. 68.7K H. 5.35; N, 11.451 
C, 68.77; H, 5.46; N, 11.40; 


1 


154 




206-207 
flK&JSfi 


C18H20CIN3 

C 68.89," H. 6.421 N, 13.39! 
C, 68.78; H, 6.55; N, 13.41; 


A 


155 




210-213 

a 


C17H19N30 

C, 72.57; H, 6.81 ; N, 14.94; 
C, 72.39; H, 6.92! N. 14.83; 


A 


156 




199-201 

a 


C13H11FN2 

C 72.881 H, 5.18: N, 13.08; 
C 73.15; H, 5.04! N, 13.131 


1 


157 




221-222 
A 


C13H13N3O2S-1/10H2O 

C 56.34! H, 4.80: N, 15.161 
C. 56.23; H, 4.62; N, 15.02: 


1 


158 




140-142 


C11H10N2O 

C, 70.95; H, 5.41; N, 15.04; 

C, 71.07; H, 5.70; n, 15.11; 


1 
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159 




195-196 
& 


Ci3HnBrN2 

C, 56.751 H, 4.03; N, 10.181 
C, 56.541 H, 4.061 N, 10.14; 


1 


160 


N 


221-222 
HA 


C14H13N30-1/5H20 

C, 69.231 H. 5.561 N, 17.301 

C, 69.261 H. 5.581 N, 17.19; 


1 


161 


XX^O 


211-213 

& 


C18H21N3O 

C. 73.19; H. 7.17: N, 14.231 
C, 73.07! H, 7.37; N, 14.161 


A 


162 




203-204 


C16H12N2 

C. 82.731 H, 5.2T, N, 12.061 
C, 82.911 H, 5.40; N, 12.03; 


1 


163 




200-202 
& 


C18H21N30 

C, 73.19; H, 7.17; N, 14.23; 
C, 73.07; H, 7.331 N. 13.991 


A 


164 




219-223 

man 


CI9H23N30-1/10H20 

C. 73.331 H, 7.771 N, 13.501 

C, 73.17; H, 7.57; N, 13.281 


A 


165 


^XX^o 


297-301 

mm 


C17H19N30 

C. 72.57J H, 6.81 1 N, 14.941 
C. 72.17; H, 6.45: N, 14.921 


A 



WO 96/40634 



PCT/JP96/01526 



74 



166 




140-141 

a 


Ci8H2iN3O-1/10H2O 

C, 72.751 H, 7.19; N, 14.141 

C, 72.60! H, 7.18! N, 14.061 


A 


167 


COa£> 

X 


258-261 
A 


C19H17N3'1/10H20 

C, 78.92: H, 6.00: N, 14.531 
C 78 81: H 6 23: N 14 67" 


A 


168 


N 


240-243 
S 


C20H19N3-1/10H2O 

C. 79.23". H, 6.38! N, 13.86," 

C, 79.081 H, 6.59; N, 13. 71 1 


A 


169 




227-231 
A 


C21H19N3 

C, 80.48! H, 6.11; N, 13.41! 
C, 80.23; H, 6.17; N, 13.45; 


A 


170 




257-260 
A 


C15H13CI2N3 

C, 58.84; H. 4.28J N, 13.721 
C, 58.511 H, 4.25; N, 13.83; 


A 


171 


CX\yO 

N 


216-221 


C17H17N302 

C, 69.14! H, 5.80; N, 14.23! 
C, 69.27! H. 5.681 N, 14.27; 


A 


172 




231-236 
A 


C15H14FN3 

C, 70.57; H, 5.53; N, 16.46! 
C. 70.56! H, 5.72! N, 16.63! 


A 
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o 



203-204 



Ci6HisFN3 

C, 71.361 H, 5.99J N, 15.601 
C, 71.43; H. 6.17; N, 15.64; 




238-240 

mm* 



C13H11CIN2 

C. 67.681 H, 4.81 1 N, 12.141 
C, 68.03; H, 4.84; N. 12.221 




213-215 

mm* 



C12H8F2N2 

C, 66.055 H, 3.70; N, 12.841 
C, 66.13; H, 3.651 N, 12.921 



235-236 
Si 



C15H16N4 

C. 71.40; H, 6.39J N, 22.21 
C, 71.35; H, 6.43; N. 22.03; 



QuuQ 




240-242 

&&n* 



C15H16N4 

C, 71.40; H, 6.39". N, 22.21; 
C. 71.43; H, 6.49; N, 22.71; 




251-260 
* 



C14H14N4 

C, 70.57", H, 5.92; N, 23.51 
C, 70.19; H, 5.99". N, 23.11; 
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179 


0^.0 


248-251 
A 


C14H14N4 

C, 70.571 H, 5.921 N, 23.51; 
C, 70.581 H. 5.96; N, 23.521 


A 


180 


HC \ 


270-276 
ttfttttt 
A 


C14H14N4-HCI 

C, 61.20; H. 5.50; N, 20.39; 
C. 61.23! H. 5.60; N, 20.02! 


A 


181 


N 


230-234 


C13H13N3S-1/7H20 

C, 63.501 H, 5.451 N, 17.08; 

C. 63.91! H, 5.51 1 N, 16.68! 


A 


182 




220-223 


C15HUCIN3-1/5H20 

C, 65.43! H, 5.27! N, 15.26! 

C, 65.81! H, 5.15! N, 14.94; 


A 


183 




236-240 
A 


C16H1GCIN3 

C, 67.25*. H, 5.64! N, 14.70! 
C, 67.11; H, 5.691 N, 14.48; 


A 


184 




225-228 
A 


C16H15N302 

C, 68.31; H, 5.37! N, 14.94," 
C, 68.12; H. 5.40; N, 14.811 


A 
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185 




211-212 

mm* 


C13H10N202 

C, 69.021 H, 4.46; N, 12.38; 
C, 69.081 H, 4.55! N. 12.37! 


I 


186 


N 


212-213 


C16H13F2N3 

C, 65.93; H, 4.79; N, 15.38; 
C, 65.931 H, 4.68: N. 15.16: 


A 


187 




206-207 
& 


C15H13F2N3 

C, 65.931 H. 4.79; N, 15.381 
C. 66.50: H, 4.92; N, 15.32! 


A 


188 




260-268 

as 


C17H15N30 

C, 73.631 H, 5.45! N. 15.15; 
C, 73.68; H, 5.581 N, 15.14! 


A 


189 




208-209 


CMH10N2O 

C. 75.66; H, 4.54; N, 12.60; 
C, 75.50; H. 4.78: N, 12.58; 


I 


190 




201-203 

mm 


C16H18N4 

C, 72.15; H, 6.81; N, 21.04; 
C. 71.83; H, 6.981 N, 21.07; 


A 
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191 




160-161 

& 


Ci6HisN4 

C, 72.151 H, 6.81; N, 21.041 
C. 72.11! H, 6.951 N, 20.93; 


A 


192 




190-191 


C10H13N3 

C, 68.54; H, 7.48; N, 23.985 
C. 68.55: H, 7.35; N, 24.091 


A 


193 




189-191 


C11H15N3 

C, 69.8U H, 7.99; N, 22.20; 
C, 69.641 H, 8.16; N, 21.92! 


A 


194 


N 


125-127 
A 


C13H11FN2 

C, 72.88; H. 5.18! N, 13.08! 
C, 73.11: H, 5.39; N. 13.08! 


1 


195 




202-203 


C20H15N3O 

C. 76.66: H, 4.83; N, 13.41 ; 
C. 76.941 H, 4.94; N, 13.37! 


1 


196 




196-198 
A 


C16H1BN4 

C, 72.15! H, 6.81 ! N, 21.04! 
C, 72.03! H, 6.88; N, 21.39! 


A 
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197 


C\yO 

N 


156-158 


C14H14N4 

C, 70.571 H, 5.921 N, 23.511 
C, 70.721 H. 6.041 N, 23.581 


A 


198 


N 


164-165 


C12H17N3 

C. 70.901 H. 8.43; N, 20.67; 
C. 70.56! H, 8.56; N, 20.671 


A 


199 




189-191 

a 


C18H2IN30 

C, 73.19; H, 7.171 N, 14.23! 
C, 73.131 H. 7.421 N, 14.27! 


A 


200 


N 


204-206 
A 


C19H23N30 

C, 73.761 H, 7.49! N. 13.58; 
C, 73.721 H. 7.731 N, 13.631 


A 


201 


N 


179-183 


C18H21N3O2 

C. 69.43! H. 6.80! N, 13.49; 
C. 69.48; H, 6.73: N, 13.56! 


A 


202 




179-180 


C19H23N3O2 

C, 70.13; H, 7.12: N, 12.91; 
C, 70.011 H, 7.06; N, 12.84! 


A 
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203 


*5^o 


153-154 

Kite* 
a 


C19H23N302 

C, 70.131 H, 7.121 N, 12.91; 
C. 70.18; H. 7.15; N, 12.86". 


A 


204 




172-174 
9R&&A 


C20H25N3O2 

C, 70.771 H, 7.42! N. 12.38; 
C. 70.63; H, 7.361 N, 12.38.' 


A 


205 




211-213 
A 


C22H21N30 

C. 76.94; H, 6.16; N, 12.241 
C. 76.831 H, 6.30; N, 12.22; 


A 


206 


N 


218-222 
A 


C16H15N3O-1/10H2O 

C, 71.945 H. 5.731 N, 15.73; 

C, 72.02; H, 5.77; N, 15.641 


A 


207 


N 


178-179 
A 


C15H14FN3 

C, 70.57; H, 5.53; N, 16.46I 
C. 70.65; H. 5.64! N, 16.44,' 


A 


208 




165-166 
*&«A 


C16H16FN3 

C, 71.36! H, 5.99! N, 15.60; 
C, 71.38! H, 6.14; N, 15.571 


A 



81 



209 




220-221 
A 


C15H14FN3 

C, 70.571 H, 5.535 N, 16.46; 
C, 70.54! H, 5.651 N, 16.42; 


A 


210 




182-183 

*fe£A 


C16H16FN3 

C. 71.361 H, 5.991 N, 15.601 
C, 71.561 H. 5.931 N. 15.651 


A 


211 


N 


229-234 
A 


C17H17N3O 

C, 73.10! H, 6.13! N, 15.04; 
C, 72.84! H, 6.12; N, 14.831 


A 


212 


G^y6 n 


263-265 


C15H14N40 

C, 67.65; H, 5.30; N, 21.04; 
C, 67.62! H, 5.29! N, 20.82! 


A 


213 




171-172 
A 


CI7H19N3 

C, 76.95; H, 7.22; N, 15.841 
C, 76.87; H, 7.18; N, 15.74; 


A 


214 




118-119 
A 


C16H19N3 

C, 75.85; H, 7.56! N, 16.591 
C, 76.08; H, 7.17; N, 16.57; 


A 
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215 


0^0° 


238-239 


C21H20N4 

C, 76.801 H, 6.14; N, 17.061 
C, 77.07", H, 6.27! N, 17.08", 


A 


216 


O^JO k 

N 


205-206 
A 


Ci7HiaN40 

C, 69.37; H, 6.16! N, 19.03! 
C, 69.41; H. 6.521 N, 19.061 


A 


217 




177-178 


C20H19N5 

C. 72.92! H, 5.81! N, 21.26! 
C. 73.23! H. 6.04! N, 21.21! 


A 


218 




163-164 


C15H16N202 

C. 70.29! H, 6.29; N, 10.93; 
C, 70.19! H. 6.28! N. 10.95! 


I 


219 


F-j^F \^ 
N 


172-173 
fcfetttt 


C13H9F3N20 

C, 58.65! H, 3.41! N, 10.52! 
C, 58.88! H, 3.23! N. 10.63! 


I 


220 




201-202 


C13H9F3N2 

C, 62.40! H, 3.63! N, 11.20", 
C, 62.37! H, 3.74! N. 11.23! 


I 



PCT/JP96/01526 



221 


N 


190-192 
A 


CieH2oN40 

C, 70.1i; H, 6.54; N, 18.171 
C. 70.88; H, 6.44; N, 18.14; 


A 


222 




215-216 


C21H21N5 

C, 73.44: H. 6.16; N, 20.39! 
C, 73.95; H. 6.241 N, 20.34; 


A 


223 




259-263 
*R6£A 


C16HUF3N3 

C, 62.951 H, 4.62; N, 13.761 
C, 63.011 H, 5.16; N, 13.73! 


A 


224 




207-208 
A 


C17H16F3N3 

C, 63.94! H, 5.05; N, 13.16J 
C, 64.611 H, 4.831 N, 13.085 


A 


225 




232-233 
A 


C17H16F3N3O 

C, 60.89! H, 4.81; N, 12.53! 
C, 60.88! H. 4.92! N, 12.29! 


A 


226 


X 


252-260 
»fe£A 


C16H18N4O2S 

C, 58.16! H, 5.49; N, 16.96! 
C, 57.921 H. 5.461 N, 16.841 


A 


227 




225-228 
A 


C16H14F3N30 

C, 59.8K H, 4.39; N, 13.08*. 
C, 60.06! H, 4.58! N, 13.08; 


A 
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228 


\ 


198-200 
A 


C16H17N30 

C. 71.891 H, 6.41 1 N, 15.721 
C 72.021 H 6.371 N, 15.77; 


A 


229 




172-174 
A 


C17H19N30 

C, 72.57; H, 6.81 : N, 14.94; 
C. 72.601 H. 6.761 N, 14.511 


A 


230 




210-216 
A 


C16H18N402S 

C. 58.16! H, 5.49! N, 16.96; 
C. 58.06! H, 5.64! N, 16.82! 


A 


231 


N 


274-281 
A 


C16H14F3N3 

C. 62.95; H, 4.62; N, 13.76; 
C. 63.19! H. 4.61; N. 13.66; 


A 


232 




167-168 
A 


C13H9F3N2O-1/10C6H6 

C, 59.61; H, 3.53; N, 10.22! 

C, 59.54; H, 3.271 N, 10.43; 


1 


233 




245-248 
KfelBA 


C17H20N402S-C2H50H 

C, 58.441 H, 6.71; N. 14.35; 

C, 58.26! H, 6.42! N, 14.58: 


A 


234 




216-217 


C16HI4F3N3 

C, 62.95! H, 4.62; N, 13.76! 
C, 63.16! H, 4.38; N, 13.76! 


A 



85 



235 




273-278 


C16HI6N402 

C, 64.851 H. 5.445 N. 18.911 
C, 64.91; H, 5.22; N. 18.99; 


A 


236 


N 


213-214 

A 


C15H15N3S 

C, 66.88! H. 5.61 ! N, 15.60! 
C. 66.8K H, 5.631 N, 15.54; 


A 


237 


N 


252-253 


C16H17N30S 

C. 64.191 H, 5.72; N, 14.04; 
C, 64.181 H. 5.76; N. 14.08! 


A 


238 


I 


155-157 

mm 


C18H21N302 

C, 69.43; H, 6.80! N, 13.49! 
C, 69.29! H, 6.67! N, 13.46! 


A 


239 




295-298 


C18H21N3O 

C, 73.19! H, 7.17! N, 14.23! 
C, 72.94! H, 6.92! N, 13.92! 


A 


240 


xXX^O 


163-164 


C19H23N30 

C, 73.76! H, 7.49! N, 13.58! 
C, 73.80! H, 7.60: N, 13.58! 


A 


241 


H 


196-199 
A 


C13H13N30 

C, 68.70! H, 5.77! N, 18.49! 
C, 68.29! H, 5.55: N, 18.33! 


A 
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158-161 
A 


C14H15N30-3/10H20 

C, 68.16; H, 6.37; N, 17.031 

C. 67.981 H, 5.97; N, 17.00; 


A 


243 




175-176 

& 


C13H13N3 

C, 73.91; H, 6.20; N, 19.89! 
C, 73.8K H, 6.21: N, 19.77; 


A 


244 




238-245 

mm* 


C16H16FN30 

C. 67.351 H, 5.651 N, 14.73: 
C. 67.421 H. 5.74! N, 14.531 


A 


245 


0x^,0 


211-212 


C17H18FN30 

C, 68.21; H, 6.06! N, 14.04! 
C. 68.20; H. 6.21! N, 13.73! 


A 


246 




222-224 
& 


C16H16FN3O 

C, 67.351 H, 5.651 N, 14.73! 
C, 67.54! H, 5.88! N, 14.66! 


A 


247 




203-206 
«»feB 


C17H18FN3O 

C, 68.21; H, 6.06; N, 14.04! 
C, 68.38; H, 6.11 : N, 13.96! 


A 


248 




207-209 


CieH20FN30 

C, 68.99! H, 6.43; N, 13.41; 
C, 69.01! H, 6.39! N, 13.32! 


A 



87 



249 


N 


169-171 
A 


C17H18FN30 

C, 68.21; H. 6.06! N, 14.04; 
C, 68.34! H, 6.12! N, 13.93; 


A 


250 




142-144 
A 


C18H20FN3O 

C. 68.99! H. 6.43; N. 13.41; 
C. 69.23! H, 6.41 ; N, 13.31; 


A 


251 


\ 


131-132 


C15H16N20 

C, 74.971 H, 6.71! N, 11.66! 
C, 75.075 H. 6.751 N, 11.551 


1 


252 


\ 


173-174 


C18H21N30 

C, 73.19; H, 7.17; N, 14.23; 

f 71 OB* U 7 AT U 1A 10' 
/J.UOi Hi /.Hi N, 14. lo* 


A 


253 


\ 


133-134 
A 


C17H19N30 

C, 72.57J H, 6.81; N, 14.94; 
C, 72.58! H, 6.88; N, 14.95; 


A 


254 


\ 


167-168 
«ftfe» 
A 


Ci5HisN30 

C. 71.131 H, 5.97; N, 16.591 
C, 71.09! H, 6.06! N, 16.66! 


A 


255 




176-177 
*fe&A 


C16H17N30 

C, 71.89; H. 6.41; N, 15.721 
C. 71.75: H, 6.50: N, 15.761 


A 
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256 


Os^vXXh 

\ 

N 


171-172 


C16H17N30 

C, 71.891 H, 6.41 ; N, 15.72; 
C, 71.931 H, 6.671 N, 15.71 : 


A 


257 


N 


189-191 
A 


C14H15N3 

C. 74.64! H, 6.71; N, 18.65; 
C. 75.091 H. 6.77; N, 18.641 


A 


258 




225-230 


C16H17N302 

C, 67.83". H, 6.05". N, 14.83! 
C, 68.00; H, 6.29! N, 14.83! 


A 


259 


\ 


216-217 
ft&ISA 


C17H19N302 

C, 68.67! H, 6.44; N, 14.13! 
C, 68.80! H, 6.66! N, 14.14! 


A 


260 




133-135 
*K&£A 


C16H17N3O2 

C, 67.83! H, 6.05! N, 14.83! 
C. 67.871 H, 6.27! N, 14.81! 


A 


261 


N 


179-181 

s 


C17H19N3O2 

C, 68.67; H, 6.44! N, 14.13! 
C, 68.43! H, 6.44! N, 13.86! 


A 


262 


N 


200-201 


C16H17N3O 

C, 71.89! H, 6.41; N, 15.72! 
C, 71.811 H, 6.40; N, 15.52; 


A 
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m2v>m%) _ 



263 


O^yCT 


202-204 


C17H19N30 

C, 72.57; H, 6.81 ; N, 14.94; 
C, 72.37; H, 6.791 N, 14.571 


A 


264 


\ 


150-151 


C13H13N50 

C, 68.701 H. 5.771 N, 18.49; 
C. 68.63! H. 5.81 : N. 18.34! 


A 


265 


\ 


143-144 


CuHisNsO 

C. 69.69; H, 6.27; N, 17.411 
C, 69.57; H, 6.26: N, 17.33; 


A 


266 




212-213 


C13H9N3 

C, 75.35", H, 4.38! N, 20.28! 
C, 75.34; H, 4.47! N, 20.08; 


H 
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ttftfl 

glfcKtt 9-13 MtftcOlHgte SD |7 7 h *-» 3-5 Mi: Ltffl^ 
A> ^tl/:o * ~ a - !✓ Otitic T 

Htt*&Kttffi4-ea£ttiMt (I&tt&S) ^4 < k <b 2 BUM 

»rtK«:#t^o **»K«#«tt*J:tftt4 0.5 i$n&, i ttn 

2 3 Wt«i^lSU:o »JK«M;ttt 

» (%) fcTSfc-fc DffflLfc. 
"»tt«**iilin*- C(A-B)/B3 X100 

fti**«8t5- o.5 n#»> i 2 R»n«&^ 3 nmmm 
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^3 mvtft&mfc&m 











(mg/kg) 




R 1 


3 


6 3.6 


1 


3 


0 U . o 


8 


3 0 


5 5.4 


1 5 


1 0 


5 3.8 


4 1 


1 0 


3 8.8 


6 3 


3 


4 9.9 




1 0 0 


4 2.0 



IUMI2 

6-7 si^Oiitt ddY& 4-5011 Ltfflt>/:, ItrH 

(16-18B#Kml) ±t)&±Ltz&. y>7*<rfflv>-cMlW«l^»ntt# 
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£4 





(rag/kg) 




R 1 


10 0 0 


0/4 


1 


10 0 0 


0/4 


8 


10 0 0 


0/4 


4 1 


10 0 0 


0/5 


6 3 


10 0 0 


0/5 



SHfiJffl 1 

fig LSMMj 

1 §£200mg * 

<fc£^##R 20 mg 

3 - V * * - f- 88 mg 

i|g&-fe;l>n-* 80 mg 

*;l/**^y>f i^-ir^n-^^^y^A 10 mg 

«Kte**>fBl 1 mg 

^tr'Jv^^r/^A l mg 

teffj (fflli 
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1 i£200mg 4 1 

it&m^ 1 (Dit&W 20 rag 

3 - V * * - f- 88 mg 

$§&-fe;l/n-* 80 mg 
*;l/jJ?^'>^f-;i/-b^n-^*;vv^A 10 mg 

>fBft 1 mg 

^fT'JV^^^vn 1 mg 

mm 3 
te« (mm) 

1 ^200mg * 

-ffc:-£«-t 6 3<Oft<&» 20 rag 

3 - > * * - 88 mg 

JSH-feA/n-;* 80 mg 
*;V*'^y>f^-t;vn-x*JVy»)A 10 mg 

>f» 1 mg 

*t7 U >&.W* is? A 1 mg 



WO 96/40634 



PCT/JP96/01526 



94 



m * <o n n 



RMi, (1)7^*^ (2)*jfc$itr^"CiJ:v^7 i ;-/U, (3)S 
fi Z^Z^tCCH^n-OHlp 



7/U*>Hi(l)K Kn*v> <2)7*3**-ClHfc*#l"CV*T* 
7y->UXtt(3)*««[*Jt*-C«!fc«*fC^r4 J:v», ) 4r*to 

Z», ZM4R-Xtt»fto-C-CH 1 -Xtt>C = 0*:*to U 
Z 1 , Z a #K>C = OOi|#&l&<o 

Yli-CH.-, -0-, -S-XI4>NR 8 *^to 




S4>, RMi*3(fXH7/l'3*'>*^«K-^7 ^ >> fc^lo 
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1 *m?o 

7^*>K (3)vTA (4)-hn, (5)7^3* v # 
(6)HKn^*>, (7)7^3^»> (mTi^^^li^n^v, 7 
;u3*v-e-g&$*irv>T J: v>7 -^Xi^;^* ->-Cg&3 
fLTv^TU^o ) , (8)-NHS0 2 R 82 £tf(9)-NR 88 R 84 ^ 
feftttfrb Iff, *0#2ffl~3ffi»tf*L4o XJ* 2l@ 

©IWLfc^fcafcjF-fcKfcoT, -0- (CH 2 ) t-0-**L 

R'Mi, (l)7>'l/^;i'X{i(2)7^ d P^'C®^^tl"CV>-C^ <fcv>7 

t 1X5*2 ^rgfo 

R 83 > R 8 Mife]-3?:{±^^or, (1)*** {2)T)V*)VX\t 
(3)7yJV*ttc XSiR 8 \ R 8 <«$t « N o T 5 1 

i-7ii?)^7^ ^ttc 

R s (iv7y Xli#JW^4 A"fc&1* 0 

R 4 1± *3£X fi 7 ;v * ;u * ^-f- o 

E\$7 fr*lsy*$LL* qliOXli 1 Sr^t o 

Att, (2)fl«3*l-CV>-Ct> J:v^7'J -^Xtt(3)1I& 
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7^*;K (3)y7A (4)-fn, (5) T ;W n * y # ;K 
(6)£Kn*v, (7)7;undr-v (^^^7;l/3^V{i^ay>, 7 

*L-CV*T*> J:v* 0 ) , (8)-NHSO a R 92 &tf(9)-NR 93 R 94 ^ 

OB»LfcM*#-*Kfto^ -0- (CH 2 ) u-0-&g£L 

R 93 fi, (i)7;u^;uXli(2)7^+;vcS^$tLT^-C ! b «fcv>7 

ulilX(i2^tto 

R 98 > R'Miffi-Xtt&fcoT, (1)*^ (2) 7 ;WX(i 
(3)7^^*St. XliR", R 9 ««$t&N^-$K&o-C5l 

A- (E) q, R*AW t lfn-^fllorEtt'frtt-«HC4or, 



R 9 B R 9< \ R B7 t LXl*m-X\*%%oX, (1)**^ (2)/>D 
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TUv^o ) , (9)-NHS0 3 R fla (R B2 (ittfEilWIDo ) 

(io)-nr 83 r 84 (r«\ R^ttiriafcraco ) 

#-«K:*:oT, -0- (CH.) u-0- ( u tttfEfcffl D 0 ) * 

2. R 8 ^ 

r6 ^-^[(Oyn-Cfflp 

3. 2 fl2«toeo-^»»fr5gU< 

4. Ritffcm, R 2 ^NH 2 , R'^vTA R^^XteT;!'* 
;K q#0, A^(l)fift$*irv^Uv»7V-/l/Xli(2)lllJI$ 
*iT v> r *> J: v»#«fctt***-C* * Iff$3 1 Btt*> e n - 

5. R»#vdt*, RWH,, R S ^/7A R^MfJK q^0> 
^Xtt3 - if l J -?>H?****3l lXttHM2fSm<aen-;l/!fc 
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6. R 1 ^*^, RMH 2 , R'^/TA R 4 «^ q#(K 
A^7x-iVXii 4 -7;i/*n7x-;i/"C££fSM l ifrftotfn 

ill, 

(DR 1 ^**, RWH,, R S ^/7A RWfJK qri*(K 

(2) R»rt*;MS, R'^NH,, R»r>7A R^MflK 
- (E) q-^-CH r , Aj&Mf-;K 7x-;K 
7x-;i/, 4-^nn7x^jl/X(i3-r/ Kl) J^r^N 

(3) R l #;to£, R«jG**/u*V>/, R^y7>, R****^ q^0> 
A#> x~ji/-c££^£\ 

(4) R^7k^ R 2 ri*l-k?nijv>-»\ R ! ^y7A R'jG**** 
q #(K Ai f 7x^JK 4-7n^7x-;K 4--^n7x-jV 
Xi*2, 4-y>f^7xi^t^|^ 

(5) R 1 ^tK^> R 2 t&*1 -tf^uy-^, R'^y7/, R«j&Mc3?, 

(6) R 1 ^tK^, R«xfji/7^, R J ^/7A R*tffr%, q 
^0, A^f;K 7xrjl/, 4 -7*n^7x-jvXli3 h n 
7x-K^|^ 

(7) R 1 ^7fc^x R«H a , R s r>7A R«^f-^ 
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- (E) q-ri*-CH a CH a -, A#* 

MR^tffom, R 2 ^NH a , R s ^v7A R 4 ri* n - tf;K 

- (E) n-^-CH,-, A^fK*4i^ 

(9) R l ^7R^, RWH a > R^vTA RWf;K 

- (E) q-^-CH (CH S ) CH 8 -, ktf * * )\s?$> 2>®&, 

(10) R 1 ^*^ R 2 ^N H a > R s r>TA R 4 ^f-;U, q 0, 

(11) R 1 ^;^ R a #Mf-;i/7^ >\ R'^/TA R 4 ^?-;K 
qd*0, AriMf-^-C^*^^ 

(12) R l Mt^, R^2-t^rVH'n'jy>-l-/f;K R»ri*v7 

(13) R 1 /^*^ RWl-V«V 9 J-fr. R ! r>7A R^^f- 
q#(K A^7x^;l/-?£&$^ 

(14) R l ^*^> R^n-7 , fJl'7^, R'^>7A R 4 *)**^ 

(15) R ^^Rlff, R 2 ?6 ? ^ ■f-Jl-^ R'^->7/> R 4 ^^-/ ;V, q ri* <K 
At&M f-^Xii "7 ^ - & 

(16) R l *>**3^ R 2 #^?-;k R s #r#;i//**^;K r«3&**?-;k 

(17) R 1 ^*^, R z t5M?-;k R«ii**;i/^^-f R*^* N q 
t&*0> Art** fWi7x-^^5i|^ 

(18) R 1 ^ s tK^> R 8 rt**?-;K R'^y77, R 4 **** qrt*(K 
Art**f-A\ Xli7x-K^|^ 

(19) R 1 «^> R^Mf/K R'^v7A R 4 rt*3fc^ 
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- (E) q-tf-CK (CH 8 ) CH a -, Atf* f-A'T***-** 

(20) R 1 ***^ R^7i-;K R'^vTA R 4 7fr*7ft3^ q^O, 
A#*f-A0ltt7 

(21) R 1 ***^ R 2 2Mv7f-;K R 3 ^yT/s R'rt**^ qrt* 
0, A***?-* 

(22) R 1 ^7K^> R^M-^h^y*^^^?^-;^ R 3 ^'>7 
>\ R 4 ri*y4t^> qrt*(K A^Mf^t^SM, 

(23) R 1 ^*!^ R 2 ^4-^ f^y*JV^^7x^;K R^'/T 
A R 4 7&*7ft5^ - (E) q-^-CH a -> f-*?* 

(24) R 1 ^**, R 2 rt*2 -f-x.=.;K R ! ^>7A R 4 ri*7f<.s&* q 
7&*0, Ari*2 -^x-;vXl±2 -7?-;VT;fc*i&£\ 

(25) R 1 ;****, R'^4--h07x-JK R J 7l ! y7A R 4 ^tK 
*, q^0> A#7xi/l/"C*4#^ 

(26) R 1 ^7lc^, R 2 rt*l ->f 'Ja^ R»^7/Xli*^ 

R 4 ^7K^> qd*(K Atf*7x-;We«feai&£\ 

(27) R l 75*7ks^ R^2-77-JK R^y7A R 4 *)**^ q 
36*0, Ari*2 -f-xr.;VX{i2 

(28) R^*7jc^, R 2 f>f;K R S ^/7A R 4 *^fiK 

- (E) q-**-CH 2 -, Aj^^f-^-C***^, 

8. R 3 rt* 




Z ls -^C(C%)n-<H]p 



(CH 2 )i 
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9. R l ^zK^, R^NH„ R'^>7A R'tffomXteT)!/* 

10. R'^tK^ R^NH S , R ! ^>7A R*#;<^;K q 

1 1. R 1 ^*^ R WH,, R 8 ri*v7y, R'ri**^ q#(K 
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